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(57) Abstract: Quinazolin-4-one or a derivative thereof is reacted with a chlorinating agent in a first organic solvent in the presence 
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and R 6 each represents hydrogen or an optionally substituted hydrocarbon group) in the presence of a second organic solvent. Thus, 
a 4-aminoquinazoline derivative can be obtained. 
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3. 6~3. 7 (4H, m) N 7. 56 (1H, d, J = 8. 7 Hz ) „ 8. 0 
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mmmw- ihnmiz.Rm^n^>tzo ^©^n, ^m^m^tvx, mm 

9 9% W^D?^77^-tJ;§|»$) CD 6-3- K- 4 - 
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6-3— K- 4- (3-^DD-4-7MD)' y^r^-v"U 
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CD@k, ^SCT*i#bft#£>> h 1 J3c^-JVT^>4. 41g (8. 8^U^;i/) 
^S-'pfrfcAD;?.;^ 7 0~8 0°CT3«Mtfc o -Ms BiJfo 

?$£^£-£<$£f]bTT-te h- h u;i/4 0mLM3-7nn-4- (3-yjv 

*n-<>v)i*3ris) r=.v>ii. 8m S (4 3^'j^b) ^mz-t^ mn 

b&# 7 0 - 8 0 °CX 2 fMSJ&£i±fco SJ&SST^ ^/fo?$£^£T"^£P 
U mtHLtcmm^Miyt, 7-feh-hiJ;i/2 0mL«bfco 
» a a^ 1 ^Jls/Lykmbi- h V -> AtKW8 OmL tplzMZ., 2mmWL 
#bfe 0 ^^^iW51bT7K 1 0 0mW7-k h~ h'J;i/2 Om~LT~ffi&Vfc'&, 
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*EET-Ctt*£-»x mM&1&MkhlsX, MSI 0 0% (ilI^DTh^77^- 
fciSlBSlH^*) ©6-3 — K-4- [3-^dd-4- (3-7;i/^"D^> 
>>*;M-dr*» 7-'jy] dr±y U > 1 8 . 0 (#MiJfc2£ : 9 8 %) „ 

6-3— K- 4- [3 - (3-7;i/^j-D^<>^;i/^-^rS>) T—V 

^] I) >©^Jf&liifcJ:, «©It)ffeoL 

1 H — NMR (DMSO-de, (ppm)) ; 5. 2 6 (2H, s) s 7. 
16-7. 2 2 (1H, m) , 7. 26 — 7. 35 (3H, m). 7. 44 — 7. 
51 (1H, mK 7. 56 (1H, d, J = 8. 8Hz), 7. 75 (1H, 
dd, J = 9. 0, 2. 4 Hz) , 8. 03 (1H, s). 8. 12 (1H, d, 
J = 8. 8Hz), 8. 61 (1H, s) N 8. 96 ( 1 H, s), 9. 85 
(1H, s) 

CI-MS (m/e) ; 5 0 6 (M+ 1 ) 

CH»'JIII-2] (6, 7-\fX (2-* h^yx-h^ris) -4- (3-^- 

SiftfffflMT. 6, 7-tX (2-^h^>xf^» *±*SV >- 4-*>4. 
08g (13. 95- u ^;v) , ^^JM-fb U > 2 . 55g (16. 7^u ^e;v) x 
N >; ^ > 3 . 37g (33. 4 5Ut;V) Mb^x>12mL4iD^ 

«#b&#e> 7 0-8 0°CT'3I^P^^^-&feo tf^TN — ^Jfo?$£^?Si; 

T-^bT 3 > l . 9 4s (16. 7 ^ U^E;V) £flQ*.fcSL 

mnv&ifib 7 0-8 0*C7f2RfBBKJte**fco It, T-fe h- h «;;H 6mL 

T, ig7 8. 1% (iS3£*P^b^:7*— fc«fcS®5RW#40 ©6, 7 - If 
* (2-^ h-3ri>:x: r*$/) -4- (3-x«7-'jy) U >*Mfc«B 

6.7 5 g&tefc (#Jg£M5 : 8 8%) o 
6, 7-tfX (2-^ h3^>^h^>) -4- ( 3 -jc?-= )VT=- V J ) 
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'H-NMR (DMSO-d«, d (ppm) ) ; 3. 63 (2H, s) N 3 . 
78-3. 80 (4H, mK 4. 28 ( 1H, s) N 4. 3 3-4, 4 1 (4 
H, m) N 7 . 39-7. 52 ( 3 H, m) s 7. 80 ( 1 H, d, J = 8. 1 
Hz), 7. 89 (1H, s)s 8. 46 (1H, s). 8. 85 (1H, br 
s), 11. 60 (1H 3 s), 14. 9 (1H, brs) 

C I -MS (m/e) ; 3 9 4 (M+ 1) 

[HWJIII-3] (4- (3-^PD-4-7MD7nj;) -6-*h3^> 

-7- (s-mij/rD^) **vn; 

mmmmmrfs 6-^b^>-7- (3-wj;7d^» v >- 

4-^->2. OOff (6. 3 5: V=EA/) , ttisMlhV > 1. 19g (7. 6 $ 
U^E;U) n h U 3l^-)VT K > 0 . 76g (6. 3$iJ=E^ Mh^>8mL 
^ilQx. m#b&#£>, 7 0 — 8 0°CT 3fiFHIK***fco — MJiS 

^^r^^T-^SPLTs 3-^DD-4-7MD7-'J>l. 0 9 g (6. 3. 

^ u^;v) ai5 h;^>6niL*Jinitx M#b&#£> l iot*i ou$ifflSJ&£-& 

RtmT&, «fmUfclSa*«3BUTx ^SPbfcT-te h-hy^mLT-^b 
7"co 31 61511% i^e;v/L7jc^b^ h U £A2k*«U 6 mb^i-AD;!. 

7 7^-Ct5ISW) ©4- (3-^DD-4-7MD7-'J7) -6 
-^h^r->-7- (3-Wjy7D*^» W;>2. 2 8 ^llfe 
«SJR^ : 7 1 %) o 

4- (3-7DD-4-7MD7^'j;) - 6-^ h 7- (3-^e;1/ 

1 H-NMR (DMSO-de, 6 (ppm) ) ; 1. 93-2. 00 (2H, 
m) s 2. 36-2. 51 (6H,mK 3. 57-3. 60 (4H, m) , 3. 
97 (3H, s) % 4. 19-4. 21 (2H, m) , 7. 20 (1H, s) , 
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7. 42-7. 4 8 (lfl, m) N 7. 78-7. 84 (2H, m). 8. 13 
(1H, dd, J = 6. 8, 2. 7Hz) N 8. 50 (1H, sK 9. 56 
(1H, s) 
CI-MS (m/e) ; 447 (M+ 1 ) 

imsmw- u (6 -a— u 

M*#HM,T> 6-3-l«WJ>-4-*>2 0. Og (73. 5 
s ^^b>;>13. 5g (88. 2 ^ U^P) XVh;V^>6 OmL&fln*. 
feo '^t«b*is^ h Uoi^kp* >8. 92g (88. 2^ 

fc«9> fcfln*.fc^ 7 5°C^T*#?abT 2B#^/i&^^feo SJSSJjg. 

o o c3.-z&$8vt immm.nL, #rffiLfc6-3— k-4-^d 

bT7kl2 0mLT«bm «JET7fft«^*. 0 If fe^H £: b T . $B£ 9 
9. 3% (SMfr ^ D y h ^7 7 ^ - C J; I.Si5^*) ©6-3-K-4- 
^ddWJ>19. 3 (JPftEft* : 9 0%) 0 

&2k SjStt© 6 - AD^7 - 4 - ^ D D ^r^-V 9 >©M Sjfri&T^ 

6 -ad^; - 'J ^ y — ^^JS^-^T. ^Stofc: 6 - 

6-3— V >©M£1fifcmT©)l t> "C& o fc 0 

Hi^ ; 1 7 3 °C 

1 H — NMR ( C D C L 3 , 6 (ppm) ) ; 7. 80 (1H, d, J = 7. 8 
Hz) s 8. 20 (1H, dd, J = 2. 1, 9. 0Hz)> 8. 65 (1H, 
d, J = 2. lHz)> 9. 06 (1H, s) 

CI-MS (m/e) ; 2 9 1 (M+ 1 ) 

immmw- 2] (6-3— k- 4 dd^v* y >©i§tj$) 
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mmm-mmr. 6-3-^tv>j>-4-t>2. oog (7. 

s ^■^->W L it U > 1 . 24g ( 8 . ' 0 9 ^ U ^JV) JSlZF h > 1 0 mL %1MtL 

feo &^-e s mu^xmwh^^, huoc^r^>o. 82g (8. 095. 

1 1 g£l$bWfc : 9 9%) o 



[^WOW- 3] ( 6 -3— K — 4 — 9 DD^ft^/'J >©^) 
. fHWUIV- 2 £35^t\ ^-^rS/^-fbU 1 . 80g (11. 8 5. U^l/) 

fc N h >©M£ 1 . 19g (11. 8 $ U b£ £ £JiW£> 

U>#2. 1 1 g£.}%LX^fzZhtffrfr-?tz (EUfol&m: 99%) o 

(6-3— Y-4-S7UV*j~VV 

mmmw- 2 iz^x, ^-^yiu-ib v 2. 48g (16. 2 5 »; ^eao 

t s f'Ji^l/7^>©l*l. 64g (16. 2^u^e;v) tbfeuiiim 

nmmw- 2 tmmtefcifo%fr^tc.o ^co^m, 6-3-f-4-^dd^v* 

U>#2. 1 4 g*Ef&l,X^frZ£ftfrfr^tz (BiJ&iUm : 100%) 0 



CH»JF- 5] (6-3— K-4-^DD^r^-^'; 

5 g£j$LT^fc;i^##^fc (^IK^ : 9 6%) o 
C^W'JIV-6] (6-3-F-4-^ODartV"'J>©^) 
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9g4ibtv^cJ:Wofe 9 8%) 0 

H«i^Jiy-4fc:i3VAT. h'JWV7^>§N, N-^?;i/7-iJ>l. 9 
6 g ( 1 6 . 2 ^ U ilUtttt, mnmW- 4 kra*ftKlKJ«i*fT 

ofeo ^©SfgUt, 6-3-f f -4-^DDW;>* s l. 9 2 g^Ut^fe 
^Wof;(KlR$:9 0%)o 

8] (6-3— V 
^OfeOT- 4£:fe^T. h'Jxf;V7^>^lf'J^>l. 2 8g (16. 2^ 

(Kfal&m : 9 2%) o 

[^WJW- 9] (6 -3— F-4-^nDdr^-v U ><D<&m 

SS*S*B»Tn 6-3-FWJ>-4-t>5 0. Og (1845'J^)v 
**^fifl3'J >3 3 . 8g (2 2HU : e;i') SVhM>3 0 0mLSMfeo 
#^T% ^Mfc:T«t#b3fe* s e> N h'Jxf;i/7^>2 2. 3g (2 2H'Jt^) 
^^fr^DX-fc^ 6 0 °C"C 3 0 7 5°CT* 2 BtF^jfo^-tffco 

-CftW UT 3 0 #R3»i# U *FrtH bfc 6 - 3- K - 4 - * n D U 

ykMIti- h U r> A 7 Jc^M 9mLtttbts gfiCT 3 0 b fc ( CI (Dm 

©sjfeicpHiii o~i D o aegsaaautT'-fe h>i o'omk 7x2 0 0 

Sf&fltbT. MiK9 9% (MM#^DYh^77>f-fcJ:§®iS^) ©6 
-3-h--4-^DD^;'J>47. 4g^#fe : 8 9%) o 
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imMMN- 10] (6-3-F-4-^dd *±-J i; XD&m) 

nmw- 9 tmmteBijfo%ft^fco ^o^m, 6-3— k- 4 

'J>4 4. 9gr#fc 8 4%)o 

[H«!lIV- 1 1] (6-3-K-4-^DD^:^y 

^;iJ>4 8. 6g« («^:9 1%)o 
C^WJF- 12] (6-3— *1r-J y >C7)^) 

4 8.i (mm^.m : 9 o %) 0 

[HW'JIV- 13] (6-3-F-4-^DD ^v' U >CD^) 
f*l«!)IV- 9 fcr^T. T-fe h>^^DD*;i-AJ3^^fe^i:W^^ MM®} 
IV- 9 hmmizEi!&%fi^fro ^(D^M, 6-a-i'-4-^nn^;<J>4 
8 . 1 g£#£ : 9 0 %) o 

[H»JIV- 14] (6-3-f-4-^DD ^r^-y >J 

u > 4 7 . 6 g zmta (mmum 8 9%) 0 

[H»JIV- 15] (6-3-F-4-^DD *±-J 'J >CD-£r$o) 
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4 8.1 g&mta : 9 0 %) o 

immmiv- 1 6 3 (6-3-f-4-^dd y 

mmmw- 1 kraaicR* strife, e-a— 

D^±y>J>4 5. 4g4ftfc OMtJK*: 8 5%) „ . 
[H««JIV- 17] (6-a-F-4-^DD y XD&m) 

i:w^i±x mrnmw-i ohmtiuzKfc&iTvito ^comm, 6-3— f-4- 

^DDWJ >4 4. 9 g^mtz (III! : 8 4%) o 
CflWJIV- 18] ( 6 - 3— p - 4 - ^ D u*c~)-V y >©^rfig) 

firofco *©SSJII. 6-3— >4 7. 0g*#fc (JjMB 

■iRsfs : 8 8 %) o 

[fl»JIV- 193 ( 6 -3- h' - 4 - £ ddW >J ><D<&m 

ofco ^©JgS. 6 -3— K-4-^PDdp^-yy >4 4. 9g^ffc 
$:84%)o 

-/ND^y dp^-^/y >- 4 -^>^e> 6 -t\uyj - 4 -^y— y dr^-v* 
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{3 N 6-3— K- 4 - [3-^DD-4 - (3 - 7 )]/*V<> T— 
'j;]^rtV'JX 6, 7 - « ( 2 - * h^ri/m h 3f $/) - 4 - (3 
;i/7-'jy) =3f.^-^U>. &t>*4- (3-^DD-4-7MD?-ij;) -6 
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at 5f< (D 



1. 5* (1) : 



R O 




R\ R\ R 3 &£>'R«yu ^^IS^bT3Ste^fifcbT^T&.&V>o ] 

^^©#^T^T^ 5$ (2) : 

R s — NH — R 6 (2) 

(3) : 




(3) 



(5£4>, R\ R 2 , R\ R\ R 5 RUR 6 lt, m&tmmx'&Zo ) 
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2. R\ R\ RZ?R e ^7kmm^X\ R 2 %.lFR 3 &2-* h*is^h*rZ/^ 
* R 5 ^ 3 -^-)\s~7 i Z>m-&<bmm 1 £83*8© 4 -7 s y * 

3. R\ R\ ^t>*R 6 ^ 7 jc^^ Ts R2 ^ h^^ N R 3 ^3-^^U 
CDI5H 1 \zmm® 4-7 5y WJ Wb£-#5©M&o 

4. ^(1) 0^;iJi/-4-*>ft^fttf N TfBsS (4) t^^§6- 
AD^WiJ>-4-t>^^ (2) ©T-^Wb^^ Ti65£ (5) 
07'J-;i/?5>^ot N f bt^ (3) c?)4-^U-;VT^y^\/U>-fb 

THB5$ (6) CD 6 -;\D^y-4-7';-;b7$y^^'J >-£fc&fflt 




(4) (5) (6) 



6. Artf3-^0D-4- (3 -7 ))/*U^>*S y ;«T*fe 
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8-2. 5^e;i/©l5fflt$)^lf5}c0f5Hl t:I2m©^o 

12. J^*^ij©^fflfi^\ 3^v*u >-4 l^i/t^ut, 1. 

0~2. 5^;i/©«gffl©fiT"&£g»3<:0fSia 1 tfB«©M^o ■ 

i 4. sn— ^mco^m^xum-JimcD^jBcD^um-h^Tn^ 10-15 
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1 6. 5* (4) 



O 



X 




N 



J 



NH 



(4) 



TZm^tiZ 6 - An^V^t^U >-4-^-^iz, ^ttUfiScD^H&T. 



1 7 . X # 3 £ »JgH^T* & % m AfecDlSH 1 6 fclB«CD«i&o 
8 ~ 2 . 5 ^;i/©f5Hlc$> §itsftcD$5H 1 6 CiBtt©»$So 



CI 




(7) 
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20. mmmmijK mmmmt^m, ^n^^bmmm^hym, ^mmm^t 

o~2. 5^;\scommcDAT*&&m$i(Dmmi 6ra«©M^ 0 
2 4 . Rj&u&ft io~i5o °c<Dmmft(DUj£x«&2>m$:(Dmm i 6 iztam 
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